WHAT IS CLAIMED IS: 
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1 . A glycopeptide compourOliaving at least one substituent of the 



formula: 



-R a -Y- 



wherein 

each R a is independently selecljec/ from the group consisting of alkylene, 



Slit 



s:ftuted alkenylene, alkynylene and substituted 



flene 



substituted alkylene, alkenylene, 
alkynylene; 

each R b is independently jf>elej^ed from the group consisting of a covalent 
bond, alkylene, substituted alky^ 
alkynylene and substituted alk 
is hydrogen; 

each Y is independently selected Vrom the group consisting of oxygen, 
sulfur, -S-S-, -NR C - , -S(0)-/~SC» 2 -,'-NR c C(0)-, -OC(O)-, -NR c S0 2 -, 



Jnyli 



\ |^enylene, substituted alkenylene, 
- Aprovided R b is not a covalent bond when Z 



-OS0 2 -, -C(0)NR c ~, -C(0)0 
-P(0)(OR c )NR c -, -OP(0)(OR 
-NR c C(0)0-, -NR c C(0)NR c - 



S0 2 NR c -, -S0 2 0, ,-P(0)(OR c )0-, 
c j)0- , - OP(0)(OR c )NR c - , - OC(0)0- , 
-OC|rO)NR c - and -NR c S0 2 NR c -; 
each Z is independently selected from hydrogen, aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic; 

each R c is independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl, heterocyclic and -C(0)R d ; 

each R d is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
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cycloalkyl, substituted cycloalkyl, (jycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 
x is 1 or 2; 

and pharmaceutical^ acceptable salts thereof; 
provided that: 

(i) when Y is -NR C -, R c is alkyl of 1 to 4 carbon atoms, Z is hydrogen 
and R b is alkylene, then R b contains at least 5 carbon atoms; 

(ii) when Y is -C(0)NR c -, Z is hydrogen and R b is alkylene, then R b 
contains at least 5 carbon atoms; 

(iii) when Y is sulfur, Z is [hydrogen and R b is alkylene, then R b 
contains at least 7 carbon atoms; and 



(iv) when Y is oxygen,/Z f 
contains at least 1 1 carbon atoms 



2. The compound of 



hydrogen and R b is alkylene, then R b 



Claim hi, wherein the glycopeptide compound is 



substituted with from 1 to 3 substiments of the formula -R a - Y-R b -(Z) X 



3. The compound of 
selected from alkylene having fin 



Clai 



2, wherein^ each R a is independently 



>m J to 10 carbon atoms. 



4. The compound ofiCLain 



3, wherein R a is ethylene or propylene. 



5. The compound of Claim wherein Z is hydrogen and R b is 
alkylene of from 8 to 12 carbon atoms. 



6. The compound of Claim 5, wherein R b and Z form an n-octyl, n- 
nonyl, /z-decyl, /2-undecyl or AZ-dodecyl group. 



fM3~ 



7. The compound of Claim |2 
cycloalkenyl, heteroaryl or heterocyclic 
from 1 to 10 carbon atoms. 



, wherein Z is aryl, cycloalkyl, 
and R b is a covalent bond or alkylene of 



m 



8. The compound of Claim! 7, wherein Z is aryl and R b is a covalent 
5 bond, methylene, -(CH 2 ) 6 -, -(CH 2 ) 7 -, -fCH 2 V, -(CH 2 ) 9 - or -(CH 2 ) 10 - 

9. The compound of Clainji 2, wherein each Y is independently 
selected from the group consisting of px^en, sulfur, -S-S-, -NR C ~, -S(O)-, 
-S0 2 -, -NR c C(0)-, -OC(O)-, -N$ c Sp 2 -, -C(0)NR c -, -C(0)0- and 
-S0 2 NR c -. 

1° 10. The compound of jfcla^\9, wherein Y is oxygen, sulfur, -NR 0 - or 

-NR c S0 2 -. 



15 



1 1 . The compound ofj C) 
selected from hydrogen, aryl, cycl 



phenyl, biphenyl, substituted biphen; 



2, wherein each Z is independently 
, heteroaryl and heterocyclic. 



jo ilkyl 



12. The compound of Claim 11, wherein Z is hydrogen or aryl. 



13. The compound of CMm 12, wherein Z is phenyl, substituted 



1 or terphenyl. 



20 



14. The compound of Claim 2, wherein the -R a - Y-R b -(Z) X group is 
selected from the group consisting of: 

- CH 2 CH 2 - NH- (CH 2 ) 9 CH 3 ; 

- CH 2 CH 2 CH 2 - NH- (CH 2 ) 8 CH 3 ; 

- CH 2 CH 2 CH 2 CH 2 -NH- (CH 2 ) 7 CH 3 ; 
-CH 2 CH 2 -NHS0 2 - (CH 2 ) 9 CH 3 ; 



in i - 



•F 1 

m 



if i 



10 



15 



20 
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- CH 2 CH 2 - NHS0 2 - (CH 2 ), ,CH 3 ; 
~ CH2CH2"" S — (CH2)gCH3 

~ CH2CH2 - S — (CH2)9CH3 
*~CH 2 CH2 — S — (CH2)ioCH- 

— CH^CH^CI^ - S — (CH-^)^ ; 

— CH2CH2CH 2 — S — (CH2)^ -H 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 3 CH = CH-(CH 2 ) 4 CH 3 (trans); 

— CH2CH 2 CH2CH2 _ S — (CI^^CI^; 

- CH 2 CH 2 - S(O)- (CHdJCfi/k 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 
-CH 2 CH 2 -S-(CH 2 ) 8 Ph 
-CH 2 CH 2 CH 2 -S-(C 
-CH 2 CH 2 -NH-CH 2 
-CH 2 CH 2 -NH-CH 
-CH 2 CH 2 -NH-C 

- CH2CH2"* S — CH2 
-CH 2 CH 2 -S(0)- 

— Ct^CE^CH^" - S 
-CH 2 CH 2 CH 2 -S(0) 




-CH 2 CH 2 CH 2 -S-GH : 
-CH 2 CH 2 -NHS0 2 -\c 
-CH 2 CH 2 CH 2 -NHSQ 



h)-Ph; 

3 ) 2 CHCH 2 -]-Ph; 
CR,-Ph)-Ph; 
C|-Phb-Ph; 
(4-Cl-W)-Ph; 
4-(t-Cl-Vh)-Ph; 
H 2 -4-(4-Cl-Ph)-Ph; 
4-[; ,4-di-Cl-PhCH 2 0-)-Ph; 
3 2 -4-l[4-(4-Ph)-Ph]-Ph; 
Cli-4-(4-Cl-Ph)-Ph; 



25 



- CH 2 CH 2 CH 2 - NHS0 2 - CHU-(Ph-C = C-)-Ph ; 

- CH 2 CH 2 CH 2 - NHS0 2 - 4-(4-Cl-Ph)-Ph; and 
-CH 2 CH 2 CH 2 -NHS0 2 -4-(naphth-2-yl)-Ph. 



# 
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if 35 ! 



IF** 



ifl! 



10 



15. A compound of formul 



J,: 





° RS O 




wherein 

R 1 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyll al^nyl,^ubstituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalken^K substituted cycloalkenyl, aryl, heteroaryl, 



or a saccharide group optionally substituted 



15 



heterocyclic and -R a -Y-R b -(Z) X 
with -R a -Y-R b -(Z) X ; 

R 2 is hydrogen or a sacchjrid^ group optionally substituted with 
-R a -Y-R b -(Z) X ; 

R 3 is -OR c , -NR C R C , -0-R~- Y-R b -(Z) X , -NR C - R a - Y- R b - (Z) x , -NR c R e , or 

-O R e ; 

R 4 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, -R a -Y-R b -(Z) X , 
-C(0)R d and a saccharide group optionally substituted with -R a - Y-R b -(Z) X ; 



:1s I 



10 



15 



20 



25 



R 5 is selected from the group corsisting of hydrogen, halo, 



-CH(R C )-NR C R C , -CH(R c )-NR c R e and - 
R 6 is selected from the group con 
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CH(R C )-NR C - R a - Y- R b - (Z) x ; 
isisting of hydrogen, alkyl, substituted 



alkyl, alkenyl, substituted alkenyl, alkyAyl, substituted alkynyl, -R a - Y-R b -(Z) X , 
-C(0)R d and a saccharide group optionally substituted with -NR C -R a - Y-R b -(Z) X , 
or R 5 and R 6 can be joined, together with the atoms to which they are attached, 
form a heterocyclic ring optionally substituted with -NR C -R a -Y-R b -(Z) X ; 

R 7 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, al^yny^l, substituted alkynyl,-R a -Y~R b -(Z) x , 
and -C(0)R d ; 

isisting of hydrogen, alkyl, substituted 



R 8 is selected from the group 
alkyl, alkenyl, substituted alkenyl, al 



l 



1, substituted alkynyl, cycloalkyl, 



substituted cycloalkyl, cycloalkenyl^ubs^ituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

R 9 is selected from the grotipji^sisting of hydrogen, alkyl, substituted 



alkyl, alkenyl, substituted alkenyl< 
substituted cycloalkyl, cycloalkeny 



heterocyclic; 



i 



alkyl, alkenyl, substituted alkenylf, 2 

substituted cycloalkyl, cycloalkenyl, 

heterocyclic; or R 8 and R 10 are j<!)ine 

If 



kynyL substituted alkynyl, cycloalkyl, 
substituted cycloalkenyl, aryl, heteroaryl and 



R 10 is selected from the grata :> consisting of hydrogen, alkyl, substituted 



lkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkenyl, aryl, heteroaryl and 
to form -A^-O-Ar 2 -, where Ar 1 and Ar 2 
are independently arylene or heyeroaitylene; 

R 11 is selected from the group Consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkVnyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic, or R 10 and R 11 are joined, together with the carbon and nitrogen 
atoms to which they are attached, to form a heterocyclic ring; 
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R 12 is selected from the group cor sisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl, 



)NR C R C , -C(0)OR d , -C(NH)NR C R C and 



heterocyclic, -C(0)R d , -C(NH)R d , -C(< 

-R a -Y-R b -(Z) X , or R 11 and R 12 are joined, together with the nitrogen atom to 
which they are attached, to form a heterocyclic ring; 

R 13 is selected from the group consisting of hydrogen or - OR 14 ; 
R 14 is selected from hydrogen, -00)R d and a saccharide group; 
each R a is independently selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, alkynylene and substituted 
alkynylene; 

each R b is independently 
bond, alkylene, substituted alkyl 
alkynylene and substituted alky 
is hydrogen; 

each R c is independent 
alkyl, substituted alkyl, alkenj 
cycloalkyl, substituted cycloalk: 
heteroaryl, heterocyclic and C 
each R d is independently 
substituted alkyl, alkenyl, substituted 




^ d/from the group consisting of a covalent 
cenylene, substituted alkenylene, 
ovided R b is not a covalent bond when Z 



ted ftbm the group consisting of hydrogen, 
tedtalkenyl, alkynyl, substituted alkynyl, 
ydloalkenyl, substituted cycloalkenyl, aryl, 



selec 



\ 



:ed from th^ group consisting of alkyl, 
alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkjjl, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 

R e is a saccharide group; 

X 1 , X 2 and X 3 are independent^ selected from hydrogen or chloro; 

each Y is independently selecteci from the group consisting of oxygen, 
sulfur, -S-S-, - NR C - , -S(O)-, -S0 2 -\-NR c C(0)- , -OS0 2 -, -OC(O)-, 
-NR c S0 2 -, -C(0)NR c -, -C(0)0-, -S0 2 NR c -, -S0 2 0-, -P(0)(OR c )0- , 
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c )(> 



-P(0)(OR c )NR c -, -OP(0)(OR< 
- NR c C(0)0- , - NR c C(0)NR c - , 

each Z is independently se 
cycloalkenyl, heteroaryl and heterocyclic; 



substituted of the formula -R a -Y 
and further provided that: 

(i) when Y is - NR C - , 
and R b is alkylene, then R b contains 

(ii) when Y is -C(0)N 
contains at least 5 carbon atoms; 

(iii) when Y is sulfur, 
contains at least 7 carbon atoms; 

(iv) when Y is oxygen, 
contains at least 11 carbon atoms. 



-,-OP(0)(OR c )NR c -, -OC(0)0-, 
OC(0)NR c - and -NR c S0 2 NR c - ; 
ected from hydrogen, aryl, cycloalkyl, 



n is 0, 1 or 2; 
x is 1 or 2; 

and pharmaceutical^ acceptable salts, stereoisomers and prodrugs thereof; 
provided that at least one \i R 1 , R 2 , R 3 , R 4 , R 5 , R 6 , R 7 or R 12 has a 



16. The compound of p 
optionally substituted with -R a -Yj 



R^CZU 

R c is^/kyl of 1 to 4 carbon atoms, Z is hydrogen 
l£\st 5 carbon atoms; 

hydrogen and R b is alkylene, then R b 

ydro&en and R b is alkylene, then R b 

Z/is hydrogen and R b is alkylene, then R b 



aim 15, wherein R 1 is a saccharide group 

R b -(Z) X . 



17. The compound of Claim 16, wherein R 1 is a saccharide group of the 



formula: 
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ips: 



m 

lit! 



10 



15 



wherein 

R 15 is -R a -Y-R b -(Z) X ; 
R 16 is hydrogen or 




18. The compound o 
selected from the group consis y 
-CH 2 CH 2 -NH-(CH 2 )j 
-CH 2 CH 2 CH 2 -NH 
-CH 2 CH 2 CH 2 CH 2 - 
-CH 2 CH 2 -NHS0 2 
-CH 2 CH 2 -NHSOi 
-CH 2 CH 2 -S-(CH 
-CH 2 CH 2 -S-(CH 
-CH 2 CH 2 -S-(CH 2 
-CH 2 CH 2 CH 2 -S-( 

- CH 2 CH 2 CH 2 - S- (CH 2 )icH 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 3 lcH = CH-(CH 2 ) 4 CH 3 (trans) ; 

- CH 2 CH 2 CH 2 CH 2 - S- (Cflj 2 ) 7 CH 3 ; 

- CH 2 CH 2 - S(O)- (CH 2 ) 9 C 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 



17, wherein R 15 is a -R a - Y-R b -(Z) X group 



r<p 


2 )9CH 3 ] 


(CF 


2) n CH 3 ' 


iCH 




9 CH 




ioCt 




|H 2 ) 


»CH 3 ; 



\3> 
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-CH 2 CH 2 -S-(CH 2 ) 8 Ph; 

- CH 2 CH 2 CH 2 - S- (CH^Ph; 
-CH 2 CH 2 -NH-CH 2 -4-(4-Cl-fri)-Ph; 

- CH 2 CH 2 - NH- CH 2 -4-[4-CH 

- CH 2 CH 2 - NH- CH 2 -4-(4-CF 



- CH 2 CH 2 - S- CH 2 -4-(4-Cl-Ph )-Ph; 



- CH 2 CH 2 - S(O)- CH 2 -4-(4-C 



- CH 2 CH 2 CH 2 - S- CH 2 -4-(4-Gl-Ph)-Ph; 



- CH 2 CH 2 CH 2 - S(O)- CH 2 -4- 

- CH 2 CH 2 CH 2 - S- CH 2 -4-[3 , 
-CH 2 CH 2 -NHS0 2 -CH 2 

- CH 2 CH 2 CH 2 - NHS0 2 

- CH 2 CH 2 CH 2 - NHSO/- C 

- CH 2 CH 2 CH 2 - NHS(/ 2 - 4 
-CH 2 CH 2 CH 2 -NHS<^ 2 



) 2 CHCH 2 -]-Ph; 
,-Ph)-Ph; 



-Ph)-Ph; 



20. The compour d <|f C 
CHj-D-glucamine); -CH 2 -NH 
(CH 2 ) n CH 3 ; -CH 2 -NH-(CH 2 )\ 
acid). 




Ph)-Ph; 
Cl-PhCH 2 0-)-Ph; 
Ph)-^Mi-Ph; 

1-Ph)-Ph; 
h.C=C-)-Ph; 
Ph)-Ph; and 
iphth-2-yl)-Ph. 



19. The compound of C laim 15, wherein R 3 is -OH or -NR C R°. 



aim\15, wherein R 5 is hydrogen, -CU 2 -N-(N- 
z-NH-CCH^CHj; -CH 2 -NH-CH 2 CH 2 -NH- 
; and -CH 2 -iV-(2-amino-2-deoxygluconic 



21 . The compound of ClaW 15, wherein R 8 is -CH 2 C(0)NH 2 , 
-CH 2 COOH, benzyl, 4-hydroxyphenil or 3-chloro-4-hydroxyphenyl. 

22. The compound of Claim 15, wherein R 9 is hydrogen and R 1 
hydrogen or methyl. 



11 is 




wherein 



R 21 is selected from the grouA consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl, 
heterocyclic and -R a - Y-R b -(Z) X ; or a saccharide group optionally substituted 
with -R a -Y-R b -(Z) X ; 
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iM. 
Ci 



in ! 

:: 

m 
m 



if*. 



,4: 



on 



10 



15 



20 



25 



R 22 is -OR c , -NR C R C , -0-R a -Y-R b -(Z) x or -NR C - R a - Y- R b - (Z) x ; 

R 23 is selected from the group (consisting of hydrogen, halo, 
-CH(R C )-NR C R C , -CH(R C )-R e and -tH^-NR'-R 3 - Y-R b -(Z) X ; 

R 24 is selected from the group! consisting of hydrogen and lower alkyl; 

R 25 is selected from the groui consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenylf substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; 

R 26 is selected from the group consisting of hydrogen and lower alkyl; or 
R 25 and R 26 are joined, together with the carbon and nitrogen atoms to which they 
are attached, to form a heterocyclic ring; 

R 27 is selected from the grjbup/consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl/ilkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkeivl, Substituted cycloalkenyl, aryl, heteroaryl, 
heterocyclic, -C(0)R d , -C(NH)RP, -|c(0)NR c R c , -C(0)OR d , - C(NH)NR C R C and 
-R a - Y-R b -(Z) X , or R 26 and r/ 7 (ire^Ained, together with the nitrogen atom to 



which they are attached, to fi 



. r heterocyclic ring; 

selected from the group consisting of alkylene, 
, substituted alkenylene, alkynylene and substituted 



each R a is independent 
substituted alkylene, alkenylei/e 
alkynylene; 

each R b is independently selected from the group consisting of a covalent 
bond, alkylene, substituted alky lene, alkenylene, substituted alkenylene, 
alkynylene and substituted alkynylene, provided R b is not a covalent bond when Z 
is hydrogen; f 

each R c is independently 
alkyl, substituted alkyl, alkenyl, 



selected from the group consisting of hydrogen, 
substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyj, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl, heterocyclic and -C(©)R d ; 



\ 



each R d is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substitute! alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyl, ckloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 

R e is an aminosaccharide group; 

each Y is independently selected from the group consisting of oxygen, 
sulfur, -S-S-, -NR C -, -S(O)-, -S0 2 -, -NRC(O)-, -OS0 2 -, -OC(O)-, 
-NR c S0 2 -, -C(0)NR c -, -C(0)0-, -S0 2 NR<-, -S0 2 0-, -P(0)(OR c )0-, 
-P(0)(OR e )NR e -, -OP(0)(OR<)04,-OP(0)(OR<)NR<-, -OC(0)0-, 
-NR c C(0)0- , -NR c C(0)NR c - , - j)C(0)NR c - and -NR c S0 2 NR c - ; 

each Z is independently selected from hydrogen, aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic; 

n is 0, 1 or 2; 

x is 1 or 2; 

and pharmaceutical^ icce] (table salts, stereoisomers and prodrugs thereof; 
provided that at least brk <jfR 21 , R 22 , R 23 or R 27 has a substituted of the 
formula -R a - Y-R b -(Z) X ; / ' ^ ' 
and further provided) 0at: 

(i) when Y is -NR C - , RV is alkyl of 1 to 4 carbon atoms, Z is hydrogen 
and R b is alkylene, then R b contaiis a\\least 5 carbon atoms; 

(ii) when Y is -C j(0)lsjR c - , Z is hydrogen and R b is alkylene, then R b 

contains at least 5 carbon atoms; 

\ 

(in) when Y is sulfur, Z is hydrogen and R b is alkylene, then R b 
contains at least 7 carbon atoms; and 

(iv) when Y is oxygen, 
contains at least 1 1 carbon atoms. 



is hydrogen and R b is alkylene, then R b 



27. The compound of Claim 26, wherein R 21 is a saccharide group of 



the formula: 
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m 
G 

"irs > • 
Iff 5 



Bll 




R16 9 



OH 



wherein 

R 15 is -R a -Y-R b -(Z) X , 
R 16 is hydrogen or methVl 



.OH 



NH 

R15 



ind 




m 27, wherein R 15 is a -R a -Y-R b -(ZX group 



28. The compound o 
5 selected from the group consisting of\ 

-CH 2 CH 2 -NH-(CH 2 ) 

-CH 2 CH 2 CH 2 -NH-( 

-CH 2 CH 2 CH 2 CH 2 - 

-CH 2 CH 2 -NHS0 2 - 
10 CH 2 CH 2 -NHS0 2 - 

-CH 2 CH 2 -S-(CH 2 

-CH 2 CH 2 -S-(CH 2 )<GH 3 

-CH 2 CH 2 -S-(CH 2 ) ip CH 

-CH 2 CH 2 CH 2 -S-(Ctt 2 ) 8 
15 -CH 2 CH 2 CH 2 -S-(c4)9<fH 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 3 -CH = CH-(CH 2 ) 4 CH 3 (trans); 

- CH 2 CH 2 CH 2 CH 2 - S- (Cll) 7 CH 3 ; 
-CH 2 CH 2 -S(0)-(CH 2 ) 9 C1 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 

20 -CH 2 CH 2 -S-(CH 2 ) 8 Ph; 
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-CH 2 CH 2 CH 2 -S-(CH 2 ) 8 P1 ; 

- CH 2 CH 2 - NH- CH 2 -4-(4-dl-Ph)-Ph; 

- CH 2 CH 2 - NH- CH 2 -4-[4-ck 3 ) 2 CHCH 2 -]-Ph; 

- CH 2 CH 2 - NH- CH 2 -4-(4-Ck-Ph)-Ph; 
-CH 2 CH 2 -S-CH 2 -4-(4-Cl-Ph)-Ph; 
-CH 2 CH 2 - S(0)-CH 2 -4-(4-dl-Ph)-Ph; 

- CH 2 CH 2 CH 2 - S- CH 2 -4-(4-(fl-Ph)-Ph; 

- CH 2 CH 2 CH 2 - S(O)- CH 2 -4-b-Cl-Ph)-Ph; 
-CH 2 CH 2 CH 2 -S-CH 2 -4-[3 ( 4Ldi-Cl-PhCH 2 0-)-Ph; 



(4-Ph)-Ph]-Ph; 

/ 



-CH 2 CH 2 -NHS0 2 -CH 2 -4-[4 

- CH 2 CH 2 CH 2 - NHS0 2 - CH 2 -4-(4-Cl-Ph)-Ph; 

- CH 2 CH 2 CH 2 - NHS0 2 - CH 2 -^ -(Bh-C = C-)-Ph; 



- CH 2 CH 2 CH 2 - NHS0 2 - 4-(4 

- CH 2 CH 2 CH 2 - NHS0 2 - 4-Ua 



/Ph)-Ph; and 
-2-yl)-Ph. 

/ 



29. The compound ofOaim 26, wherein R 22 is -OH or -NR C R°. 

30. The compound oWciaj/ 26A wherein R 23 is hydrogen, -CH 2 -N-(N- 
CH 3 -D-glucamine); -CH 2 -NH-<Mj 2 c4-NH-VcH 2 ) 9 CH 3 ; -CH 2 -NH-CH 2 CH 2 -NH- 
(CH 2 ) n CH 3 ; -CH 2 -NH-(CH 2 ) 5 -jCOOH; or -CH 2 -iV-(2-amino-2-deoxygluconic acid). 



31. The compound 6f Claim 26, wherein R 24 is hydrogen and R 26 is 
hydrogen or methyl. 



32. The compound of Claim\31, wherein R 25 is alkyl or substituted 



alkyl. 



The compound of Claim 32, wherein R 25 is isobutyl. 
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34. The compound of Clain 33, wherein R 27 is hydrogen, alkyl, 
substituted alkyl or -C(0)R d . 



35. A compound shown in 
pharmaceutically-acceptable salt theredlf 



zny of Tables I, II, III, IV, V or VI, or a 



36. A pharmaceutical 
acceptable carrier and a therapeutically 
compound having at least one substitueht 



-R a - Y-R 



composition comprising a pharmaceutically- 
effective amount of a glycopeptide 
of the formula: 




wherein 

each R a is independently select^ from the^group consisting of alkylene, 
substituted alkylene, alkenylene, substituted ajltenylene, alkynylene and substituted 
alkynylene; 



each R b is independently selects 



om the group consisting of a covalent 



bond, alkylene, substituted alkylen|/alkeiiylene, substituted alkenylene, 
alkynylene and substituted alkyny/ene,! provided R b is not a covalent bond when Z 
is hydrogen; / / V 

each Y is independently Selected from the group consisting of oxygen, 
sulfur, -S-S-, -NR C -, -S(O)- -sd 2 -, -NR c C(0)-, -OC(O)-, -NR c S0 2 -, 
-OS0 2 -, -C(0)NR c -, -C(0)oK -S0 2 NR c -, -S0 2 0, ,-P(0)(OR c )0-, 
- P(0)(OR c )NR c - , - OP(0)(OR c )0- , iOP(0)(OR c )NR c - , - OC(0)0- , 
-NR c C(0)0-, -NR c C(0)NR c -, -0O(0)NR c - and -NR c S0 2 NR c -; 

each Z is independently selectdd from hydrogen, aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterocyclic; 

each R c is independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
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cycloalkyl, substituted cycloalkyl, cyclo/lkenyl, substituted cycloalkenyl, aryl, 
heteroaryl, heterocyclic and -C(0)R d ; 



each R d is independently selectee 
substituted alkyl, alkenyl, substituted al 



from the group consisting of alkyl, 
cenyl, alkynyl, substituted alkynyl, 



cycloalkyl, substituted cycloalkyl, cyclcjalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 
x is 1 or 2; 

and pharmaceutical^ acceptable {salts thereof; 
provided that: 

(i) when Y is -NR C - , R c is i l^J of 1 to 4 carbon atoms, Z is hydrogen 
and R b is alkylene, then R b contains at It/sth carbon atoms; 

(ii) when Y is -C(0)NR c - A is/hydrogenand R b is alkylene, then R b 
contains at least 5 carbon atoms; 



(iii) when Y is sulfur, Z if hyd 
contains at least 7 carbon atoms; atfd 

(iv) when Y is oxygen, 
contains at least 1 1 carbon atom 



bjpen and R b is alkylene, then R b 
ydrogen and R b is alkylene, then R b 



37. The pharmaceutical composition of Claim 36, wherein the 



glycopeptide compound is substituted \\ 
-R a -Y-R b -(Z) X . 



38. The pharmaceutical composition 
independently selected from alkylene h 



)\^ti< 



ith from 1 to 3 substituents of the formula 



of Claim 37, wherein each R a is 
ving from 1 to 10 carbon atoms. 



39. The pharmaceutical composition of Claim 38, wherein R a is 
ethylene or propylene. \ 



# 
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40. The pharmaceutical composition of Claim 37, wherein Z is 
hydrogen and R b is alkylene of from 8 to 12 carbon atoms. 



41 . The pharmaceutical composition of Claim 40, wherein R b and Z 
form an /j-octyl, n-nonyl, Ai-decyl, /j-undecyl or /z-dodecyl group. 



20 



5 42. The pharmaceutical composition of Claim 37, wherein Z is aryl, 

cycloalkyl, cycloalkenyl, heteroaryl Jr heterocyclic and R b is a covalent bond or 
alkylene of from 1 to 10 carbon atoms. 

43. The pharmaceutical cd iip^ition of Claim 42, wherein Z is aryl and 
R b is a covalent bond, methylene, -(<pj& 6 -, -(CH 2 ) 7 -, -(CH 2 ) 8 -, -(CH 2 ) 9 - or 

10 -(CH 2 ) 10 -. 

44. The pharmaceutica/cl>mposition4f Claim 37, wherein each Y is 
independently selected from the Uip consisting of oxygen, sulfur, -S-S-, -NR-, 
-S(O)-, -SO,-, -NR c C(0)-, Jofzp)-)(-NR*S0 2 -, -C(0)NR<-, -C(0)0- and 
-S0 2 NR c -. 



15 45 • The pharmaceutical composition of Claim 44, wherein Y is oxygen, 

sulfur, -NR C - or -NR c S0 2 -.| 

i 

j 

46. The pharmaceutical c imposition of Claim 37, wherein each Z is 
independently selected from hydrogdn, aryl, cycloalkyl, heteroaryl and 



heterocyclic. 



47. The pharmaceutical composition of Claim 46, wherein Z is 
hydrogen or aryl. 



b 



Iff! 

Ci 
Ifli 



10 



15 



20 



25 



48. The pharmaceutical 
substituted phenyl, biphenyl, substituted 
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comppsition of Claim 47, wherein Z is phenyl, 
biphenyl or terphenyl. 



49. The pharmaceutical composition of Claim 37, wherein the 
-R a -Y-R b -(Z) X group is selected from.the group consisting of: 
-CH 2 CH 2 -NH-(CH 2 ) 9 CH 3 ; ' 

- CH 2 CH 2 CH 2 - NH- (CH 2 ) 8 CH 3 ; 

- CH 2 CH 2 CH 2 CH 2 - NH- (CH 2 ) 7 CH 3 ; 

- CH 2 CH 2 - NHS0 2 - (CH 2 ) 9 CH 3 ; 

- CH 2 CH 2 - NHS0 2 - (CH 2 ), ,CH 3 
-CH 2 CH 2 -S-(CH 2 ) 8 CH 3 ; 

- CH 2 CH 2 - S- (CH^CH,; 
-CH 2 CH 2 -S-(CH 2 ) I0 CH 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 8 C 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 9 C 
-CH 2 CH 2 CH 2 -S-(CH 2 ) 3 

- CH 2 CH 2 CH 2 CH 2 - S- (C 
-CH 2 CH 2 -S(0)-(CH 2 ) 9 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 
-CH^H.-S-CCH^Ph; 
-CH 2 CH 2 CH 2 -S-(CH 2 ) 8 : 

- CH 2 CH 2 - NH- CH 2 -4-(4 f 
-CH 2 CH 2 -NH-CH 2 -4-[4 
-CH 2 CH 2 -NH-CH 2 -4-(4 

- CH 2 CH 2 - S- CH 2 -4-(4-Cl-Ph)-pK; 

- CH 2 CH 2 - S(0) - CH 2 -4-(4-Cl-Phl-Ph; 




: ) 4 CH 3 (trans); 



'h)-Ph; 
CH 3 )]cHCH 2 -]-Ph; 
^F 3 -pV)-Ph; 



-CH 2 CH 2 CH 2 - S- CH 2 -4-(4-Cl-Ph)Vph; 

-CH 2 CH 2 CH 2 -S(0)-CH 2 -4-(4-Cl-Ph)-Ph; 

- CH 2 CH 2 CH 2 - S- CH 2 -4-[3 ,4-di-CI-PhCH 2 0-)-Ph; 
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■ CH 2 CH 2 - NHS0 2 - CH 2 -4-[4-(< -Ph)-Ph]-Ph; 



- CH 2 CH 2 CH 2 - NHS0 2 - CH 2 -4 

- CH 2 CH 2 CH 2 - NHS0 2 - CH 2 -4 
-CH 2 CH 2 CH 2 -NHS0 2 -4-(4-Cl 
-CH 2 CH 2 CH 2 -NHS0 2 -4-(nap 



;4-Cl-Ph)-Ph; 
;Ph-OC-)-Ph; 
-Ph)-Ph; and 
th-2-yl)-Ph. 



50. A pharmaceutical composition comprising a pharmaceutically- 
acceptable carrier and a therapeutically effective amount of a compound of 
formula I: 




R12 



wherein 

R 1 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynylt substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl, 
heterocyclic and -R a - Y-R b -(Z) X ; or a saccharide group optionally substituted 
with -R a -Y-R b -(Z) X ; 



O 
CI 

Ifll 
O 

m 



10 



15 



20 



25 
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R 2 is hydrogen or a saccharide gfoup optionally substituted with 
-R a -Y-R b -(Z) X ; 

R 3 is -OR c , -NR C R C , -0-R a -Y-/R b -(Z) x , -NR C - R a - Y- R b (Z) x) -NR c R e , or 

-0-R e ; 

R 4 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkjnyl, substituted alkynyl, -R a -Y-R b -(Z) X , 
-C(0)R d and a saccharide group optionally substituted with -R a -Y-R b -(Z) X ; 
R 5 is selected from the group consisting of hydrogen, halo, 



-CH(R C )-NR C R C , - CH(R c )-NR c R e a 
R 6 is selected from the group 
alkyl, alkenyl, substituted alkenyl, a 
-C(0)R d and a saccharide group opik 
or R s and R 6 can be joined, together 



/ 

<H(R C )- NR C - R a - Y- R b - (Z) x ; 
ing of hydrogen, alkyl, substituted 
ubstituted alkynyl, -R a - Y-R b -(Z) X , 
bstituted with -NR C -R a - Y-R b -(Z) X , 
itoms to which they are attached, 
form a heterocyclic ring optionally substituted with -NR C -R a - Y-R b -(Z) X ; 

R 7 is selected from the grouri consisting W hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl Jatfcynyl, substituted alkynyl, -R a - Y-R b -(Z) X , 
and-C(0)R d ; 

R 8 is selected from the grdup consisting ojf hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; I 

R 9 is selected from the group Consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alllynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic; \ 

R 10 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl and 




heterocyclic; or R 8 and R 10 are joined to form -Ar'-O-Ar 2 -, where Ar 1 and Ar 2 
are independently arylene or heteroary ene; 

R 11 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkrayl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl and 
heterocyclic, or R 10 and R" are joined, together with the carbon and nitrogen 
atoms to which they are attached, to form a heterocyclic ring; 

R' 2 is selected from the group insisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, aft ynyl/substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, subsdUed cycloalkenyl, aryl, heteroaryl, 



heterocyclic, -C(0)R d , -C(NH)R d , - 
_ R a_ Y -Rb_ (Z)x or R n and Rl2 are j 



(b)M c R c , -C(0)OR d , -C(NH)NR'R C and 



joined, together with the nitrogen atom to 
which they are attached, to form a heierocyclic ring; 



/ / 



/ 



R 13 is selected from the group consistihg' of hydrogen or -OR 14 ; 
R 14 is selected from hydrogen/ -C(Om d and a saccharide group; 
each R a is independently splec ed/from the group consisting of alkylene, 
substituted alkylene, alkenylene, fu^tmed all^nylene, alkynylene and substituted 
alkynylene; 

each R b is independently se'lec ied from thc\ group consisting of a covalent 
bond, alkylene, substituted alkyle|ie, iilkenylene, substituted alkenylene, 

provided R b is not a covalent bond when Z 



lene 



alkynylene and substituted alkyn> 
is hydrogen; 

each R c is independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl, heterocyclic and -C(0)R d ; 

each R d is independently selected Vrom the group consisting of alkyl, 
substituted alkyl, alkenyl, substituted alkeWl, alkynyl, substituted alkynyl, 
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cycloalkyl, substituted cycloalkyl, cjjcloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 

R e is a saccharide group; 

X 1 , X 2 and X 3 are independently selected from hydrogen or chloro; 

each Y is independently selected from the group consisting of oxygen, 
sulfur, -S-S-, -NR C -, -S(O)-, -S0 2 -, -NR'C(O)-, -OS0 2 -, -OC(O)-, 
-NR<S0 2 -, -C(0)NR<-, -C(0)0- -S0 2 NR c -, -S0 2 0-, -P(0)(OR=)0-, 
-P(0)(OR c )NR<=-, -OPCOXOROO-t-OPCOCOR^NR^-, -OC(0)0-, 
-NR c C(0)0-, -NR c C(0)NR c -, -©C(0)NR<=- and -NR c S0 2 NR c - ; 

each Z is independently selected f^bm hydrogen, aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heterojcycj 

n is 0, 1 or 2; 

x is 1 or 2; 

and pharmaceutical^ accer/tabli! 
provided that at least one of! PJ, R 2 , 
substitutent of the formula -R*-]f}w-(^!) x 
and further provided that: 



(i) 



when Y is -NR 




stereoisomers and prodrugs thereof; 
R 4 , R 5 , R 6 , R 7 or R 12 has a 



to 4 carbon atoms, Z is hydrogen 



and R b is alkylene, then R b contairil at least 5 ca'rbon atoms; 



(ii) when Y is - 0(0)^- , Z is hydrogen and R b is alkylene, then R b 
contains at least 5 carbon atoms;/ 

1 / 1 

(in) when Y is sulfur,/ Z is hydrogen and R b is alkylene, then R b 
contains at least 7 carbon atoms; anl 

(iv) when Y is oxygen, Zfs hydrogen and R b is alkylene, then R b 
contains at least 11 carbon atoms. 



51. The pharmaceutical composition of Claim 50, wherein R 1 is a 
saccharide group optionally substituted with -R a - Y-R b -(Z) X . 
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52. The pharmaceutical copposition of Claim 51 , wherein R 1 is a 
saccharide group of the formula: 



OH 



wherein 
R J5 is -R a -Y-R b -(Z) x An 
R 16 is hydrogen or methy 



imposition of Claim 52, wherein R 15 is a 
&m the group consisting of: 



5 CH 3 ; 



CH 3 ; 



53. The pharmaceutlca 
-R a - Y-R b -(Z) X group select/d 

- CH 2 CH 2 - NH- (Ch/)^CH 

- CH 2 CH 2 CH 2 - NH/(CH 2 ) 

- CH 2 CH 2 CH 2 CH 2 /nH- (( :h 2 ) 7 chJ ; 

- CH 2 CH 2 - NHSOi- (CH 2 ), CH 3 ; 

- CH 2 CH 2 - NHSOj- (CH 2 ), 
-CH.CH.-S-CCH^CHj; 
-CH 2 CH 2 -S-(CH 2 ) 9 CH 3 ; 
-CH 2 CH 2 -S-(CH 2 ) 10 CH 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 8 CH^ 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 9 CH 3 ; 

- CH 2 CH 2 CH 2 - S- (CH 2 ) 3 -CH = CH-(CH 2 ) 4 CH 3 (trans); 
-CH 2 CH 2 CH 2 CH 2 -S- (CH 2 ) 7 CH 3 ; 
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- CH 2 CH 2 - S(O)- (CH 2 ) 9 C^ 3 ; 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 
-CH 2 CH 2 -S-(CH 2 ) 8 Ph; 
-CH 2 CH 2 CH 2 -S-(CH 2 ) 8 Ph; 

- CH 2 CH 2 - NH- CH 2 -4-(4-Cl-Ph)-Ph; 
-CH 2 CH 2 -NH-CH 2 ^4-[4-CH 3 ) 2 CHCH 2 -]-Ph; 

- CH 2 CH 2 - NH- CH 2 -4-(4-CF 3 -Ph)-Ph; 



- CH 2 CH 2 - S- CH 2 -4-(4-Cl 

- CH 2 CH 2 - S(O)- CH 2 -4-(4 



Ph)-Ph; 
Cl-PhVPh; 



- CH 2 CH 2 CH 2 - S- CH 2 -4-(< -Cl-Rh)-Ph; 
-CH 2 CH 2 CH 2 -S(0)-CH 2 i/4-.tl-Ph)-Ph; 



-CH 2 CH 2 CH 2 -S-CH 2 -4- 
- CH 2 CH 2 - NHS0 2 - CH 2/ 



- CH 2 CH 2 CH 2 - NHSO^cfc AjT4-Cl-Ph)-Ph; 

- CH 2 CH 2 CH 2 - NHSOf CI 1/4-lph-C = C-)-Ph ; 



i-Cl-PhCH 2 0-)-Ph; 
[4- / (j4-P / h>Ph]-Ph; 



-CH 2 CH 2 CH 2 -NHS^-44»-Cl-i>h)-Ph; and 
- CH 2 CH 2 CH 2 - NHS(^4-inaphti-2-yI)-Ph. 



54. The pharmaceutioal 



-NR C R C 



composition of Claim 50, wherein R 3 is -OH 



55. The pharmaceutical composition of Claim 50, wherein R 5 is 
hydrogen, -CH 2 -^-(^-CH 3 -D-giucanline); -CH 2 -NH-CH 2 CH 2 -NH-(CH 2 ) 9 CH 3 ; 
CH 2 -NH-CH 2 CH 2 -NH-(CH 2 ) n CH 3 ; |cH 2 -NH-(CH 2 ) 5 -COOH; and -CH 2 -AT-(2- 
amino-2-deoxygluconic acid). 



56. The pharmaceutical composition of Claim 50, wherein R 8 is 
-CH 2 C(0)NH 2 , -CH 2 COOH, benzyl, 4\hydroxyphenyl or 3-chloro-4- 
hydroxyphenyl. 



\ 



DC I 



If*. 



10 



57. The pharmaceutical 
hydrogen and R 11 is hydrogen or methyl 
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com position of Claim 50, wherein R 9 is 



5 8 . The pharmaceutical 
or substituted alkyl. 



composition of Claim 57, wherein R'° is alkyl 



59. The pharmaceutical composition of Claim 58, wherein R 12 is 
hydrogen, alkyl, substituted alkyl or -^2(0)R d . 

60. The pharmaceutical cii apoWion of Claim 50, wherein n is 1 

/ K/ 

61 . A pharmaceutical composition comprising a pharmaceutically- 



acceptable carrier and a therapeutical? 
formula II: 



tive amount of a compound of 




O 

A A A ^ 

O. NH O 





II 



wherein 



If I 
ft) 

Ifli 



10 



25 
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R 21 is selected from the group consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, Substituted cycloalkenyl, aryl, heteroaryl, 
heterocyclic and -R a - Y-R»-(Z) X ; or|a saccharide group optionally substituted 
with -R a -Y-R b -(Z) X ; 



R 22 is -OR c , - NR C R C , - 0 -R a j-Y-R b -(Z) x or -NR C - R a - Y- R b - (Z) x ; 
R 23 is selected from the group consisting of hydrogen, halo, 
-CH(R C )-NR C R C , -CH(R C )-R e and f-CH(R c )-NR c -R a - Y-R b -(Z) X ; 

R 24 is selected from the groiip consisting of hydrogen and lower alkyl; 
R 25 is selected from the groip consisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl, (alkynyl, substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalken; 
heterocyclic; 

R 26 is selected from theygn 



Wbstituted cycloalkenyl, aryl, heteroaryl and 



up d 



15 R 25 and R 26 are joined, togethei 

are attached, to form a heterocycl 



20 heterocyclic, -C(0)R d , -C(NH) 



)nsisting of hydrogen and lower alkyl; or 
carbon and nitrogen atoms to which they 



R 27 is selected from the gr lupy&nsisting of hydrogen, alkyl, substituted 
alkyl, alkenyl, substituted alkenyl /^lkynyl\ substituted alkynyl, cycloalkyl, 
substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, heteroaryl, 



C(0)NjR'R c , -C(0)OR d , -C(NH)NR C R C and 



R a Y-R b -(Z) X , or R 26 and R 27 /aie joined, together with the nitrogen atom to 



which they are attached, to forni a heterocyclic ring; 

each R a is independently selected from the group consisting of alkylene, 
substituted alkylene, alkenylene, substituted alkenylene, alkynylene and substituted 
alkynylene; \ 

each R b is independently selected from the group consisting of a covalent 
bond, alkylene, substituted alkylene, alkenylene, substituted alkenylene, 
alkynylene and substituted alkynylene, provided R b is not a covalent bond when Z 
is hydrogen; \ 
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each R c is independently selected from the group consisting of hydrogen, 
alkyl, substituted alkyl, alkenyl, substituted alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl, heterocyclic and -C(0)R d ; 

each R d is independently selected from the group consisting of alkyl, 
substituted alkyl, alkenyl, substitute i alkenyl, alkynyl, substituted alkynyl, 
cycloalkyl, substituted cycloalkyl, cycloalkenyl, substituted cycloalkenyl, aryl, 
heteroaryl and heterocyclic; 

R e is an aminosaccharide group; 

each Y is independently selected from the group consisting of oxygen, 
sulfur, -S-S-,-NR c -, -S(O)-, -SoJ, -NR c C(0)-, -OS0 2 -, -OC(O)-, 
-NR<S0 2 -, -C(0)NR<-, -C(0)0- Ao 2 NR<-, -S0 2 0-, -P(0)(OR')0-, 
-P(0)(OR<)NR<-, -OP(O)(OR c )o/,/oP/O)(OR0NR c -, -OC(0)0-, 
-NR<C(0)0-, -NR c C(0)NR c -, A/c(0)Wv4id -NR c S0 2 NR<- ; 

each Z is independently sfele(;ted fro^i hydrogen, aryl, cycloalkyl, 
cycloalkenyl, heteroaryl and heiericycli 

n is 0, 1 or 2; 

x is 1 or 2; 

and pharmaceutical^ jc£epta|>le salts, [stereoisomers and prodrugs thereof; 
provided that at least one rf R 21 , R^, J» or R 27 has a substitutent of the 
formula -R a -Y-R b - (Z) x ; ! 
and further provided that: 

(i) when Y is -NR C \ , R<= ik alkyl of 1 to 4 carbon atoms, Z is hydrogen 
and R b is alkylene, then R b contaiAs at least 5 carbon atoms; 

(ii) when Y is -C(0)NR c - , ^ is hydrogen and R b is alkylene, then R b 
contains at least 5 carbon atoms; 

(iii) when Y is sulfur, Z is hydrogen and R b is alkylene, then R b 
contains at least 7 carbon atoms; and 



(iv) when Y is oxygen 
contains at least 1 1 carbon atoms 
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Z is hydrogen and R b is alkylene, then R b 



62. The pharmaceutical composition of Claim 61 , wherein R 21 is a 
saccharide group of the formula: ; 



OH 




•oup consisting of: 



wherein 

R 15 is -R a -Y-R b - 
R 16 is hydrogen or 

63 . The pharmacemMal c ompofcition of Claim 62, wherein R 15 i 
-R a - Y-R b -(Z) X group selected/ froili 1 
-CH 2 CH 2 -NH-(Ch!)J:H3; 

- CH 2 CH 2 CH 2 - NH- (m 2 ) s C , 

- CH 2 CH 2 CH 2 CH 2 - NH- (Ch1) 7 CH 3 ; 

- CH 2 CH 2 - NHS0 2 - (CH 2 ) 9 Cli ; 
-CH 2 CH 2 -NHS0 2 -(CH 2 ) n ClL 
-CH 2 CH 2 -S-(CH 2 ) 8 CH 3 ; 
-CH 2 CH 2 -S-(CH 2 ) 9 CH 3 ; 
-CH 2 CH 2 -S-(CH 2 ) 10 CH 3 ; 
-CH 2 CH 2 CH 2 -S- (CH 2 ) 8 CH 3 ; 



is a 
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- CH 2 CH 2 CH 2 - S- (CHkCH 3 ; 

-CH 2 CH 2 CH 2 -S-(ChI-CH = CH-(CH 2 ) 4 CH 3 (^); 
-CH 2 CH 2 CH 2 CH 2 -S-(CCH 2 ) 7 CH 3 ; 
-CH 2 CH 2 -S(0)-(CH 2 ) 9 CH 3 ; 
-CH 2 CH 2 -S-(CH 2 ) 6 Ph; 
-CH 2 CH 2 -S-(CH 2 ) 8 Ph; 
-CH 2 CH 2 CH 2 -S-(CH 2 ) 8 Ph; 
-CH 2 CH 2 -NH-CH 2 -4-(4-Al-Ph)-Ph; 
-CH 2 CH 2 -NH-CH 2 -444-cW) 2 CHCH 2 -]-Ph; 

- CH 2 CH 2 - NH- CH 2 -4-(4-cLph)-Ph; 

- CH 2 CH 2 - S- CH 2 -4-(4-Cl-Pn)-Ph; 

- CH 2 CH 2 - S(0)- CH 2 -4-(4-clph)-Ph; 

- CH 2 CH 2 CH 2 - S- CH 2 -4-(4-Cl-Phi)-Ph; 

- CH 2 CH 2 CH 2 - S(O)- CH 2 -4-(4rCl-Ph)-Ph; 
-CH 2 CH 2 CH 2 -S-CH 2 -4-[3,4-|^l-PhCH 2 0-)-Ph; 
-CH 2 CH 2 -NHS0 2 -CH 2 -4-[4i4-Pli)-Ph]-Ph; 

- CH 2 CH 2 CH 2 - NHS0 2 - CHA-U-ClVh)-Ph; 

- CH 2 CH 2 CH 2 - NHS0 2 - Cri 2 -4-^C=fc-)-Ph; 
-CH 2 CH 2 CH 2 -NHS0 2 -4l4-CyPh)-Ph\nd 

- CH 2 CH 2 CH 2 - NHS0 2 -4pjaphth-2-yl)-I 

64. The pharmaceutical composition of Claim 61 , wherein R 22 is - 
or -NR C R C . i \ 

65 . The pharmaceutical, composition of Claim 6 1 , wherein R 23 is 
hydrogen, -CH 2 -iV-(iV-CH 3 -D-glucamine); -CH 2 -NH-CH 2 CH 2 -NH-(CH 2 ) 9 CH 3 
CH 2 -NH-CH 2 CH 2 -NH-(CH 2 ) n CH 3 ; -CH 2 -NH-(CH 2 ) 5 -COOH; or -CH 2 -/V-(2- 
amino-2-deoxy gluconic acid). 
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66. The pharmaceutical composition of Claim 61 , wherein R 24 is 
hydrogen and R 26 is hydrogen or methyl. 

67. The pharmaceutical comp >sition of Claim 66, wherein R 25 is alkyl 
or substituted alkyl. 



68. The pharmaceutical composition of Claim 67, wherein R 25 is 
isobutyl. 

69. The pharmaceutical compolitioji of Claim 68, wherein R 27 
hydrogen, alkyl, substituted alkyl or -C(Q)R d 



is 



70. A pharmaceutical compo/iti<E comprising a pharmaceutically- 
acceptable carrier and a therapeutically/effeitivi amount of a compound shown in 
any of Tables I, II, III, IV, V or VI, jj a plLm^ceutically-acceptable salt thereof. 



71 . A method of treating a mamm il having a bacterial disease, the 
method comprising administering to the mammal a therapeutically effective 
amount of a pharmaceutical composition of Claim 36, 50 or 61. 



